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[#SHf*?>fBB] 

im*& 1 ] 
[W#.M 2 1 

4 ] 

[ft 5 ] 

i?* 7* * ;w< 7 f- ^ - * - IV|5E#H oifem &J£##S * 2 O V * 7* V *"< 7* 

y- -if- Tm&m$mmi *8*£-*>*t4* mm* 

6 ] 

7?- v> -ff-y-^- wmmm &Jfete$l#J i v ^ 7f- v -fry-* 

[it ^jg 7 j 

[MtSjcSl 8 ] 
[W$iM 9 ] 

o] 

tut 1 1 ] 

9o%#t s ^# s % v ^ ^f - v * ^ y f - y - -t* - ivmm^fe ffi fnafigg » 

[jShfc?H 12] 
[MS* 1 3 ] 
[if 1 4 1 

WHJ&f&fcE*^ lOifctil 10V^-fn^Jc|E^f?*JS:«^-f 5it*#Stt 

[&##&] 

[0 0 0 1] 

[*■«£«] 
[0 0 0 2] 

?)GLP- l (glucagon-like peptide-D^^f^fbSrlfi^L, -?-<0-f 1^ £Jf & 

opp-immMw?* smtmnm &zt, m®MM 

B&feCchronic rhinosinusitis),S^^M!ilK^DPP-IVfS# t JMfcJ&fcfc tt*dfefellUfe*>* 
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aP-l<0DPP-MCJ4ftM®t%4aP-lC9-36)7 3 K*«JlMWtTfliJI 

SfcK, QWFJ|feil*o-f >*-7*D>-«i6«K*v»X, glJftfflX4,4il (depressi 
on) (anxiety) lflf»DPP-I\^t£offiTt rt'fflBi^ £ fcri f 8£3itX 

[0 0 0 3] 

2 ] @&£|I^WD01/55105^> 

3 ] @l£&H&W»2/025«Hi-A> 7 r 

[IMHfcfcftl] > 7 7**7 (The FASEB) % 2002^ x p.1132-1134 

- . 7> K • * ^**UXA (Am 3 Physiol Endocrinol Metab) , 2002^, $282%^ p.E8 
73-E879 

&mXm3] *'J*a?--t>f^7>';- (MoT. Psychiatry) , 2001# x $6$ 
% p.475- 480 

[S&WoH^J 
[0 0 0 4] 

« > 4#w<?)DPp-iv?stt* u gawf sit w&mz fc o x *r u t » * 

* 4 n {* 3 ^ 7 5 >f T ^ * KtiktlZ $&MV> ®h$bW<m~?*> 4 £ MfL tz* 
[0 0 0 5] 

#&lp!££>HU DPP-IV¥&l4£&EK|figX^ lBl®oMffl^»x.#48S!l**«>Xflf 

1) ^7'^v;v^yf'^-^-IV^#lltS^tSfeJl5^-t$-^1-4^iS(ttS»J ; 

2) SSjW^O^tt^^^«^5Mfi%m±T$4«fiai) Ktta#tt1£fi*f ; 

3) mm%<D?®$tzimm%?$>zm&i) &m<o&mmw ; 

4 ) m&TM x* 4 mta i ) fsmo&sttess&i ; 

7) «@c^ ; f-»i^li^MX4>4miE5) fB«OHIil; 

8) jflHSffiT^dx*4iria5) &%<»mm; 

1 0) S^8i^K^UjMIJl+^^f-^;i'^y^^-€-IVffi14^1O!0:V»L9O%'ftT$* 

^v>L9o%<&T?-t#4> v^y+isfriyry— e-immm'&mmmmmm) : 

1 2) «m^^RjS^»i^*fflX*4ffE9) , 10) f fcttl 1) OV>-fit*UlE* 
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1 3) mh&tmt$>*W9) , io) ttziti i) wrtifrKnftnmi ; 

14) mraiM&fc«rffi9) , 1 o) ifcin d m>t~ft^Kfs8^§?#j*& j rfs.r£ 

[f§93«>2&£] 

[0 0 0 61 
[0 0 0 7] 

*W»»«K DPP-IVffilPKIfi, DPP-IV [^b¥aKSfr^«MA (IUBMB) K.JL 
ZfrM: EC3.4.14.5] w**«tt*ffl#-f 4-ffc#****"|-4o ttffrfrl&HU ^^f- Ktt 

it, dpp-ivis#&i±. upp-iviH#«Ht*«fia*s*iTi/>*»u, **>»Sj&«&#i*j^«> 

fcis, DPP-IVB#«Mtl4, ffl&l£fe£4>«lfeMK£tt1-£ rw*> K (R a ymo n 
d) hn-fim {y^TM-T-A -X (Diabetes) , 4 7t, 1253-1258 
K> 1 9 9 8*) J **WLfc#ftfcJ:**BT4i « 0 
[0 0 0 8] 

DPP-IV|S#l!l^*#«t LTtt, J»T©«ffc#* (1) ~ (8) wmrbiiZo 
( 1 ) WD02/062764fcf2&$ *Lfc5*: : 

Hki] 



0 




(I) 



Xtt«<fr#, -0-, -S-, -SO-, -S0 2 -ifctt-NR' - <R» 1**^®^ 

Lit 2 *©#ffcfc* T£3 li*o£ 0 

[0 0 0 9] 

$**kl/Ctt* Mitif(RMaUk£k^ «Wtl:ol ftMtfceflk 4r*l«k<a& 
> feTm;^ x^y-w^, yi^Z-^r^, F'Jx?/-^7?>, vv^n 
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>& y ^x^l a^SL 'Jva'K, *y-e> 

5S (I) -C^$*i*<fb-M8Mi> mfrm®X$>vXi>, ^cffl^Tio-CbJ: <^ 
[0 0 1 01 
(-ffrfrfcl - a) 

i) ->7/&; 

iifli 1 fcv>L3'fi?>il&£*;frLTi/> , t<b«J:v>^$i:l ~ 1 0<^T^3^->S L 

4) t=s)\>1& [Sift L<liC 1 . < T;i/^^-*;i/#-;i/ (fftKttrw) > 
*-f/K (Anyvgfij:i)fc l . l 7;i'3+i'-*ii"K-^i3ltf 
*u> i 5jv> t3'(i^fi^*^fCv^-C't)«tv^c l .,T;i'^;i/) -*;wN**-r;i/Qf t l< 
tt* A"t*-fJK xfji/;!;;w^/fjK m if ji> /K 

2ftX\,*Xii£\s->&g%&%m-%)i<>}(~)i' mi L<litfn , ;s>-X'*JM?->K fcf^ 
V->V*;i/>K-;v) „ d. e 7M^M-«/ (jtf * L< li*?-;vx;v*:=.;v) . d.* 
TA'*A'X*7 4—» iff- i L< , ft***^** C,.,7*3 

5) Ufc$ivCi/>T*> J:v>7? y& <0$L<li, #;W<H^;P7^) I 

iv^ftl~lO<07MWl W$L<\t*?-)\>mr) ] ; 

7) S&S*iTv>T*> iv^tmS [#*L<HU l&v>L3-l@tf>;M3y>I§u^g&? 

*tTv>Ti J:v»C 1 .,TJi'**'3t (8P * t < li* h'J7Wn>f*) ^ 

7/& % **A*W/i'Jk 7?y.g, *y-Sfe»iv'-C J . 1 oT;i'*y ^^75 ($1 
. 7tfiV7?y, v^yfyj ^7? y) . c 1 . l ,7Ji'3^y-*Wx^7^l 
($l> ^ m^*/ni?-/i>7 5 y ) > fl^r?*-* ^73 fcfiv-Ci-i„7 

75 y) * Cx^'J-iv-*^-^?;! (flK 4 ^75 y) , C,.i.3/^ 
nrji/*;i'-3&;i/#^.^7 5 /S, C 7 . 1J 77^J^*y-*jv*-ii'7? /I, * J 
-t tzitis-c l _ l0 7)i'*)i>z)\'fr-)\'T $ (flk ^f^jv*-ji'75y, vtf- 

)UZ)]/*=.)\,7 5 S) ^ C,. 14 7'J-Jl'X;i/^~Jl'7?yS*J J:0 t Ci_,7/l'3*5'-* 



(6) 



JP 2004-123738 A 2004.4.22 



**ty'7V9^ f-7 v /'JJK x^V'-MK t''JvJK fc*n>;jK hUTV 
8 ) 75 y ! 

R l #£#&4fcv> U 1 0«7***i (Iff* L< *i-f y7f*, J.*"***-*) 4fc 
li£t&4fcv>L 1 0(Oy^n7K^7;KJl'I t < ttv'* * 7n 

*) l£v>L2l@OS!&&*^bTV>T<feJ:v>K3f&6~ l 4<^7';-;^ 

[0 0 11] 

1) 1fc%$L2~ ZVTfrvSci/li (0* Kttih^***-)!') * 
;wt*>f ;^T-e*L-r*tS^$*tTV>T* J: v>Ci. x . 7 ***36 (£F 4 t < 4 
^liC l . l ,7;v7-^(»H<llif-^) ; 

2) tt£SJtTV>T«><i:v>fc Kn+vS [»*L<tt, * X//**^ **T«fe* tiTv^T 
"i>J:vvi*fHKi~i 0^7^3+vS (SJ4 L< liy ; 3&fc*fiL<li* *;u 
y^-f ;m ; 

3) 7VJP& (jft LOi^x^*^^ f-*#;w^-f ;w ax/**^*) ; 

4) m&3*tTv>T<(> [#4L<li> C i .,7;P4r;i/S m*L<im-n< 

) , *A/#*5/^* % ^ft2-8*)7;i'3*y*;v^-^S (#£ t < te^. F + S'** 

, y7^I, j&X^t^X^ 7 5^1, * J - $ fcttV- C,.„ 7 X># ^ X/ 
75/& (fl!> 7tf^75>, 4 ;W7^y) , C 1 -».7X'3*3'-*X'# 

*s-C l _ i0 T)\'*Jl'-1])Vs^<4 ;V7 5 (AO, ^X'fljw^^x^? /> *J**f-P 

*^^7?>') > c 6 - l «7 , J-^-*^* r -^75 ^^y^^75y) 

> C,.„y?n7Jl'^/i'-*Ji'*'-^75yi, C,. tJ 77^^* + y-*^^-^7 
5/26, *>'-*fclif-C 1 . x ,7A'*X'XA'*-n'73 >3t (flU ^f-x^x^-x^ 
5/, ^fWii/*-)!'??;) , C«. 1 «7V-X'XX'*^X'7 5/&&<J:y f Ci- 6 7 
XO^-i&Avt*-* ;i/75 /gCflK * b*V*A//tJE-f ;W75 ^ )5^£jltf ti& 1 
L2^mft*^LTv»T'fc J:v>##Kfc3RatS (ftJSLOi. 7V;w **-x<* * 
*^V'J >K t+ty^'/'J JK f-7 x /V X/, f h 7 V«; X\ if V v?/K t*D "J * % b 'J 
7VJA') ifctt###»S«*JIU£ (»SL<li, 5-*tv*W7'/-^-3--f 
*) ] ; 

^feStfJli 1 fcv>L2'@<afi&&*#LTv>T<b«):v^>>fe->g! ; 

R t #Rf»4'iv^i0C7M^ (04 L< ti-f v7f;K ^jJ-^^X/) tfc 
li£l&4&v«Ll 0?)y^a7H^7HA'i ($ff L < n :/n ex^ f-xO 

' R*#l *v>L3#0^n^>'Jg^Tlim^*iT^T 1 b«tv^^S:l 1 007^ 

x#-0- ; 

L5& s C i .i.7JW*U> (»4 t<Ji-CH l -) ; -rfci-ft**. 
[0 0 12] 

^ (I) fS^^-fb^fe^^^-et, fc*>fc»72- [3- (75/^/P) -4-7 
h*y-2-'f77f-A'-l-**V-l, KO-6— f y + ^U*] -1. 3 
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2- [3- (r^y^f-^) -4 + vr*-*- 1 -**v- 1 , 2-v 

tKD-6 — rv^yjJl'] -1, 3 -f-TV-*- 4 -* fl/aKVR ; 

2- [3- (7?>>f*) -4-7'h + v-2— -f -**V- 1. 2-v 

kKD-6 — fV*-/!)*] -1, 3 — f"Ty— ^— 4 — K; 

2- [3- (TS^^f-^) -4 + ->fV/fA'- 1 -**V- 1 , 2-^ 

— fy+yv*] -l, 3 -f TV-^- 4 - * ; 

(E) -3- [3- (7?y>tf^) -4-yhti/-2-^vrf^-l-**V-l 
, 2-?£Kn-6 — fV + ^y*] -2-7*n^t§K; 
(E) -3- [3- (T5ypt^-ji/) -2 — fV/fJP-4-7x-^-l-t*V-l 

3- (7 5>^f)l') -2 — fV7fJl/-l-* + V-4-7xi;V-l, 2-vfcKO 

2 -{ [3 - (T^y^f-Jl') -2 — f y^f*-4-7x^A'- 1 -*^fV- 1, 2- 
v*fc Kn- 6-W y*/V*] **^}7-fe*$ U>. 
[0 0 1 3 J 

( 2 ) W095/15309& 3 *lfc5$ : 

[ft 2] 



[*<K nil £fc»i2£ ; glio, 1 £ fcf±2 £ ; Xtf-C H 2 -> -0-, - S-> 
-SO-, -S0 2 -l?ttt-NR J - (R s JiTK^H^-S^liQ- ,7»*A>tk**T 
) * ; Rf±*#l§HK ->7/I, -CHO, -BCOH), , -PCOXOR* X -CCR 
4 Sfcl*-CH = NR S (R 4 7?fl?, Q_ , 7)i>*)i>&, *s7J& 

, -bn^x -OR' , -CO, R 3 £fc,i-COR s * (R 3 atNTC t W*H«r35f) 
; R* li7*-;wS, 7*®&, -OR 8 , -OCOR' (R 8 

-fv:/tn£iK 7^;k -fyyfJi', sec.-^f-JK t.-7*;K ^>?-;k >fy>tvf-;w 
, **^v*-;K l-xfivyaHjK a^-^ -fV^*5/JK 1.1- 5>> *-/u7?-JK 



A^S^S rfi&SftT^T'bJr^T^g^tSJ K #»t&7? sim&k LTI±, 

^jw^5>S, ^Uv>. 'fyo'fv'y, n^v> 

, VvV, ^f-^-V, 7x^77->, 7n'J>\ -feU>, M^^-V> 
rv, f-avV, MTA ->MHl>\ *)i>~*>, **v*rW >^*<^tf fc*i2> 0 
0-7 < S&b LXity ffl}Ltfl2-79->, p-7S.y*s9Uzfv*>W., p-75.Ji/ 

^oyns, ,?-7 5 7-y?nA>^>K, /?-75 7->^o^yf, 0-7? 




(ID 



R 



[0 0 14] 
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[0 0 15] 

3 r«l*ifCv»T« J:v>JMb*«atl fc*»t*#Hfc*»i: LTtt, «jttfQ_ ,7 
)\>*)\>^ C,_ .ji/J-aTMA-l, Q_ .TJV^-JI'I, C,_ ll y?D7H-Jl'i, C 

, C,_ „79***I (W-t L<Ji^>-7;vg> 7x^f)H) , 7 9-*>f-Ji> 
g % ev^ntz.Z.llA^^S, a [3.1.1]^ /p£&f*3£»7*e>*iao 

?itftiaTii, wx.a^oyym* <#t\*<ay?X. ;->7^S;7-> 

^7? y^^lf^nio 

r7->j^-c*lfe$tiTt) iv^s^j ic*tt«75'*'£J: ltj±> Miami 

TVT<bJ:<, £0<fc"?*m&S* LTtt, «jL«r^ny>«-7- (Jffil<tt7y», £ 
X. ) ; ->7yg ; =. hng :c»_ % T»*t»& : i4va3*©^Dy>Kf- (» 
*L<ii7?5lf) -c*&3*it<> ,7* 3*^2 ; *^#*^>uat; **^*-f 
; Q- ,7>u*A'*A'*-A'afc (JJi L< y^*—*!!) ; Q_ 17***2 

y***^jw2) 4^*<*»ffe*L*. 

hn-2-e>J 5->7/-2-e>Ji;;i'75yi> 2- fcf'J 5 5>*73 J 2> 

7***2 l t Kn*->p<f-*2 ;fljtfB rt&SHTV^TU^Q- n7lJ-*2*fctt 
IE* 3*1 "CUT* i^tHHUfiT^y-ifctt^-llKtSifC* iV>75 K*V»T 
«;j*Lfc rS&3*i-Tv>T<b«fcv>Q_ ,«7'J-*2J r«*3*iTV»Tfc JuttX 

S&2J 3WH»ffe*t*. «*.tfl*v>L3#T**. 
[0 0 16] 

*K2, larv^LSflo^or^K^ (ff*t<li7y*) J:v»q_ , 

,7*3*^, 7~>*2* W9itT^T%J:v>7^ >2ft£W)llf k*l*o 

iif, riB!*3*lT* J:v\fcflS*X2J fcJstffcJJHtofcjRfc LT«U 08x.»fQ_ 10 7 
A-^^S, C,_ xl *s9 P 7***2* Q_ 1 ,7*4 r -*2* C,_ 11 y?D7HiJl'$4 



CO 
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x_ B T/U3*5/*» C,_ ,7***&T*y-*fctty-1t&$*tT^Tfc J:v>75 y& 
*«fe»*l4v»L3«TLTV»T*J:v>*««**«aff* t<tt^'Jy^ tfU ^-7 

litTVi?^) ^&M«fft£m&g£l4v*L3l@:frLTv>T&J:v>c l _ f 7***&4fc* 
73 yg*fc*fcig-£LTv>-c*>J:t/>p 



5* (II) ^SftSfl^^iiLTWU 5* (I) *i& O&iffi&^'bO 

* (ID -C&ZiMititmtt. l«^oT4, *ffliKl-e*oT^<t <> ?i|)i:7' 
[0 0 18] 

* (H) -casitift^itoMfcWfcLTtt, ^ 



it* cs)-i-{«2-[(s-$/ 7 y t? 'J -7 ^-2H" ^7?y ]xfjv}7 s y >7-fc**}-2 

-yTAl^D'Ji;-/ (PPP-728) (W098/19998Hie«) . 
J* 
Mb 4] 



t?^ $ ti* (2S)-l-{ [(3-1: K n * ->-l-7 /v^f Ji/)7 5/]7-tf ^ >-2-> 7 y -fc? n U 
v>V (LAF237) (W0OO/3424Uc|2«) , 

(2S)-i-{{{2-[Ci-tf y 3 v k\L ^ <; i? > *}7 5 y >7 -fc* ;i/}-2-> 7 y -fcf 

n'J^ (WX)2/308901C|2®) % 

C2S)-l-{{{2-[(fc" 9 yv-W *)7 3 y ]i*M7 3 y }7 -b^;i/}-2-v 7 y -t' O V y ^ 

„ (S)-l-{i-[5-CN,N--7y *;w7 5 y *;nfc-;i/)-2-t* »J -»7^ J ]-2-y f^-2-7"n e 
*73 y}7***-2-enyyy#;V<**i HJ;W (K-361) (WD02/51836K1B«) > 
4 fON-CN*-11&^ 'J AO-2-y 7 y -\£ n y y y t§ij*# ; 



[0 0 171 
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5S 

lit 5] 

o 




T|E 3 fli L-threoH- y n -y )U ^77* 'J v > (P32/98) , L-aTlo->f y n 4 */ )V ^ 
TWJy. L-threo-f vo-f 3"* fc?n»J-yy % L-allo-f y n W -> ;v fcTny-yy, L- 
eny-yyiiro^7y*';^yi)4vMitrn>j-yy^## (wdoi/72290£ t-Kfe 
ft) ;4Wfif?.*L4, 
[0 0 19] 

(3) W0Oy551O5£SeftS*U:fMi& 2-3'7yi£n-ji/jsJ:tr2-'5'7>> fn>j>i 
Mfoo ft* L< 11, (S,S)-H2-7? y-3,3-yVf^7f 'J^)-2,5-yt Kn-lH-fc'n- 

(4) W002/0256OKfEm$*t^^b^o ffiKIl, -y ; p_a-[&-(t: pn* 
-yy f;V)-l,4-V7-lf^V-M ;w]-l,3-i;y ^;i/-3,7-yfc KU7U >-2,6-y* > 0 

(5) W00l/68603K.fEft$*i*:, -y^nyarty fcHMtLfctfn'J tf*L< 
Ji % (lS,3S,5S)-2-[(2S)-2-7 5 7-3,3-7* ^;W7<MJ Jl0-3--y7y-2-7-Fe-y * n [3. 

i.o]^#-9-y 0 

(6) WW2A427lHfB®3*lfcyp >J y««#, »f t < li, (2S;>-1-[(2S,4SM-C3-* 
n n-4-y 7 y 7 1 - *)7 5 y -2-e n 'J i; » x ;p]-2-> 7 ^ fcfo'J -yy„ 

( 7 ) W002/3854lKiEft£ *l£ ->7;fn'J v U*L< »±, (2S,4S)-1-[GS,3 

S)-2-7 < J -3-7 f - y ? y ;j/]-2-$/ 7 V -4-7 Ao* O fef n «J 7 , (2S, 4S)-2-y 7 

y-4-7ji/^-n-i-ca-i: Kn^-yy f-^)-y^ o^vf ji/7§ y ]7-fef-^^n u -yy % (2 
s,4S)-2-y 7 y -4-7 0-i-a-fc kd* -y-3-7 y**r > f- » r s ; ) 7 -fe^ 1 )v e 0 y -y 

>o 

(8) W002/02560, WO 03/055881, W0 03/040174, W0 03/037327, W0 03/035057. WD 03/ 
035067, W0 03/024942, W0 03/024965, W0 03/004498, W0 03/004496, W0 03/000250, W0 

03/002530, W0 03/002531, W0 03/002553, WO 03/000180, WO 03/000181, EP 1258476, 
WO 0251836, WO 02/68420, US 6432969^ fEft $ fltcit^ ', P93/01& £T 0 

[0 0 2 0] 

«\ m£H:&SkWL9 0 OmL*JBV>TA«KA'*>HftBl 0 0 r p m flit fcH-g- 

rtamtt3 o#&fc£tt*M#j#&oii&&ai$j #8 5%**"c**iww*«*i- 

So ^T, istl&ifcfc LTMU ttgttKftffl +<7)I5I%* ? 1 0 0 %i§fiJ Lfc t 

So 

[0 0 2 1] 
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CLi-C, aWcteSfl^-fctiU £iKJ:»)/W Kay;i/fc*ij, »#J*K^ 

* L<lilmPa • s«±> <t L< l*4mP a • sJSLtT&So *|&$tf>&»:14ft 

% odpp- immmnm mm Jtttc h©* 4ut^is„ 

*UKtt*fl^©A#«fc l/Oi, HPC-SSL (iSp n p£> B*W& (#) ft) (2013 
lw*»t4 2SS%^C-MOiteJt : 2. 0-2. 9mPa • s) ^ HPC-SL (i§iS£> 
B*Wji (1*) ft) (20TXz&\fZ2Mm%&®M<r>*ii& : 3. 0-5. 9mPa • s) 
, HPC-L (jSS^s B#Wjt <*) ft) (20rH*»t*2Sa%*^«OiteJt : 6. 
0-10. OmPa • s) , HPC-M (igp'&fc, BXWM (*) ft) (20*CKfc»t&2 
SS%*M03ttJg : 1 5 0-4 0 OmP a • s) ^ HPC-H (j8pp£, B#Wg (# 
) ft) (20r^^»t*2Mft%*?§7£O*!iJt : 1000-4000mPa • s) %t'<D*. 
h*n*i/7afcf;H:;i/n-.* (HPC) ; 

^bn-xsB-4 (Sp a »^, femtmxm oho m (2oxnztoif&2mm%&®m<7> 

#iSi:&4mPa • s) , TC-5RW (®.££> #*kfb^X*& (W) ft) <20£fcj3»t 
z>2&&%fr%m<DttBt:m6mP a - s) , TC-5S (ftfi«* #ttfl3fcx» <#) 
ft) (20rir*»t*2M%7)c«O3teJg!P:^l 5mP a • s) > * bn-X6 0 S H- 
5 0 ftSHb^XSI (#0 ft) (20t:ti3>t2»24*%7(C^n«O«iJ* :*tj5 0m 

Pa • s) „ * hn-x6 5 sh-5 o (ffA«, ^mtmxm (m ft) (2ocK^»t 

&2fi*%7|t^o*!fJg:|!j5 OmP a ♦ s) , ^ hn-X9 OSH-1 00 (ifffl«, 

mmmjLfk m m (2cmn*5iti2Mft%*?§7$^iteJt :*&ioomPa-s), 

W-X9 0 SH- 1 0 0 SR (i£S£, #«fb#XSfc (#) ft) (20Cfcj3»t*2fi 
fi%*&?Btf>*!rJg : ft 1 OOmPa-s),^ ho-X6 5SH-4 0 0 fig 
ft*XJ* (1*) ft) (20Ctcfe»t2.2«%**}§n$O*!iJ£ :l4 0 0mPa'3) , ^ 
n-X9 0 SH-4 0 0 <jgp D p£, ftttfCmit (*) ft) (20<Cfc;fc»tS2Efi%;!k?§ 
#W>*iiJg :&4 OOmPa-s) , ^ hn-X6 5 S H- 1 5 0 0 (jSfifc, ftj&fb^X 
^ (#0 ft) (2acn*»t*2aa%7jc^<7;)tt^:^i 5 0 OmPa • s) , ^ hn- 

x6osh-4ooo mmit^iLm (m so (2ot ^ 2ss 

WtbBt :«J4 0 0 OmP a • s) . ^bo-X65SH-4 0 0 0 (iSS^ #tt-fk*I 
IS (*) ft) (20tJKj3»t*2M%7M§$<7*te& :&4 0 0 OmPa -i),>Fn- 
X90SH-4000 (tf A«, 4fj&fb£XSJt (*) ft) (20CK* It S2M6 
O#iJ£:£l4 0 OOmPa • s) , ^ hn-X9 0 SH-4 0 0 0 SR (i§p°p£, <tj6Hb 

¥xm m) m (2ovK^fi>2m&%7mm^m:m4 ooomPa-s) , ^ 

D-X9 OSH-30000 (jSaife, #*Sfb£X8t m) ft) (20TJK*»t*2M% 
:^3 0 0 0 0mPa • s) , ^ ho-X9 0SH- 1 0 0 0 0 0 (iSplfc 
s «mt*XSt (#) ft) (20t:»c*>tS2a«%*^^ttJK :^1 0 0 0 0 0raPa 
. s) , * hn-X90SH-1 0 0 0 0 0 SR (&&£. «fcft*Ii* (#) ft) (20 
ricfctt :ft l 0 0 0 0 OmPa • s) Ka*->Xnt: 

* hn-XSMl 5 #jfrfb£X& (*) ft) (3iftJK : #b 1 5mP a • 2* 

«%7X?i^ 20 r) x ^fn-xsM25 (jSp a n^. m&*xm m) ft) (20c u 

*iti2lft%A?§7«^iteJK:ij6!72 5mPa • s) , ^ bn-XSMl 0 0 (jSp D p*> ft 
jg-ffc^l^ (flt) S5) (20CH*»t*2S*96*»aottlt :«>100mPa's)^ 
hn-XSM4 0 0 (SSp'p^, ftM-fb^I^ (#) ft) (20CK*lt42fi*%*»*© 
*&m:m4 0 OmPa • s) , ^ hn-XSMl 5 0 0 (Rfi«, ftM-fb^X^ (*) ft 
) (20CK*lt*2E*%*»»«)tt« :«1 5 0 OmP a • s) , * bn-XSM4 0 
0 0 (M«. ftM-fb^XS? («) ft) (20£KJ3>*%2ft*%*#tttottft : »4 0 0 
OmPa-s) , ^Fn-XSM8 0 0 0 (ffA^ m^X* (Ht) ft) (20Cl£i) 



02) 
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»t*2!fi%;!MtftOittjg :ft8 0 0 OmP a • s) £ fcW f-ZHs/m-* ; 
WSR N - 1 2K jl^*:/;*,-/^ KttS) (20t?K£>tS2gg 

Ottg: 4 0 0-8 0 OmP a • s) , WSR N- 6 0 K i-*>*-/N'-f 
K&fg) (20t:n^»t*2«%7K^^iteft : 2000-4000 mP a- s),WS 
R 30 1 WS*, TO (25rK£»t&iM%;!M§i£o*SJ£ : 

1 5 0 0 - 4 5 0 0 mP a • s) , WS R Coagulant <M°u%*, 3--*yto- 

A-r Kttsa) (zsx^K^\fiimm%7k^m<om^t :450o~75oomPa-s)s 

WSR 3 0 3 0Sfi£> Jt.-*^*-/^ Kttfc) (25T? HfcltSlSfifc*^^ 
Jg: 7 5 0 0- 1 0 0 OOmPa • s) , WSR 3 0 8 ffifi>%, K 
*fc&) (25rfc£»tSlM%2k&»W>*fiJ& : 1 0 0 0 0- 1 5 0 0 0raPa • s) 

t>o-XF-15 0MC OSiSfc. B*3&iSfctt35) (25^ K j3»t&lM%2lC^?8tf>#i 
j£: 1 2 0 0- 1 8 0 OmP a • s) , -9->n-XF-3 0 OMC B*SJiffitt 
S) (25t:Kl5itilMft%*?§^«fjK: 2 5 0 0-3 0 0 OmP a • s) , ^>n- 
XF- 1 0 0 OMC m£,%, H*SiKttS) (25CU^»t&lM%^«^*iiJg : 8 
000-12000mPa-s) fc*V>* *>H:JI>n-** Y V $ & ', % ¥i>* 

[0 0 2 21 

ot^j^ mjni i~9 oaa%, l< i*5~8 oit%?*io 
■&%*<r>nmitzK.t.oxmiZiZ>ii\ «ix.ff5-9ofi«%, »* u< i* 1 o-s ois 

[0 0 2 3] 
[0 0 2 41 

»j«!iojffai*fifcLTtt, ^fT'^tvm^A, ^fT'r/i**3">A, 9 

)V9, 304 Ki'V#&£Wflfcirt,*i*. 
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[0 0 2 5] 

*>&ttttsaj k ffl v» it* dpp- ivffi^n^^t 1 ^ * 

Hfc J: £«>J:$4#fi\ ItSIOfitfflCioT, TO p H i * 361 

LT»-**»*#**:ae>lctt, £:Bp Hfc J:*as^^J?§tti'B• 
*meftttttftM+«>*ftii, opp-ivia#^a^ijj:^<7)^fi, 

CiiTioTliJ^ 1-5 0Sfi%, *F£ L< Ji5~3 0fi*%T*^ o 

[0 0 2 6] 

*«HaM«R*Jl*« #ttoWfc<, Wfliffl*^4<, <«K fcK * 

-fji, 7 9^, 9?H fc#u *ttfeJRo^Kf*fctt»*Mfc tTffl 

*isw^iftffiR#Jtt, («u iw&wm. 2 maun* &mmmm) , 

JWe) x ftlftKfk tt«tfe*£ [I GT (Impaired Glucose Tolerance) ] , IFG (I 
mpalred Fasting Glucose) % I FG (Impaired Fasting Glycenria) N ISfc!iPH4'£ , #jdE 

s ($k au&sife£, ?mt#«*£, aj»*ssffl»K*s, tk« 

*£) , msw&ma.* nmsnm. mitmtr. »Mmmm. *m&tfm*i s^o* 

ttc, *ftfie*ttttnMli, HttflNlfiN I F G (Impaired Fasting Glucose) $ 
fclilFG (Impaired Fasting Glycenria) * 6 Kuk-T* C 

uv-ivuftNu am^m £ttMJHiwi 26mg/d ia±^ 

1*7 5 glpy K^Mfirtttt (7 5 gOGTT) 2*Ntt*<l 4 Omg/d 1 JBLtT* 
[0 0 2 7] 



(14) 
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immt LTfoO. 01-100mg/kg#f, JflKliO. 0 5 -3 0mg/kg 
S&Kff* L<fiO. 1 - 1 Omg/k g#S-f*>»K C©t*l B 1@~2@S 

, J: Off* L< l«)5fV»L14Kfn-C**o 

at, Dpp-iwa#^srnm^^i*f fcwtj&fcfcffiv***** Dpp-iw>gg-c*>*GLP 
»W©fcfttt®lJMU g^wtcfc^oTDPP-ivia#ii*i!ttB-e§&^*> i sua ofls 

[0 0 2 8] 

> suetiMu fosypj, mJima^mn oar, *«■*-*> fcfc***>*T 

> &&> $«MK**£fc*«-es*. 

. o i - i o o&ftg|5/Bv>n»f «fcv> 0 

[0 0 2 9] 

(« v ins-i*)), 4 >*y vmmmm isa^^y 

V, d^'J? s /v, GI-2 6 2 5 7 0, vCReglixaneXj 

TT-5 0 IX * h^'J *V>0tetogl1tazone)CMCC-5 5 5)> YM-4 4 0, KR 
P- 2 9 7, CS-01 1 > FK-614, *^-MRagag"litazar)(NN- 6 

2 2), r^y*^-JPCTesag11tazar)CAZ- 2 4 2X BMS-2 9 8 5 8 5, EML 
-1 6 3 3 6, WO 9 9/5 8 5 1 0 Kfagt<7Mb#& (flJAtf (E) - 4- [4- (5- 
^ffl'-2-7x^^-4-^^f > /'J/l'^h#>') ^VyW^fW?;] - 4 -7.x 
) x PPAR y 7:/~XK PPARy 7 > ^ 7 K PPAR r / tf fa7*7tfs^ 

K «-^A/3v'^--b*(i^j ($U r*;i"K-x> x? 

x e^7*M K#J (fl!U 7i^*H , / > T^vs^Sfctt 

(w, &K£u a ) , >r yxvyftmuzmM I** 

^9^/-Ji#) , Wt^'J^K, -fe^'j^K, ^x*"'J-K> ^ f-^'J- KSfcli* 
<7>#/l/->?A&7)C*ll&] , CLP-lf§#7^^h [«, GLP-1, NN-2211, AC- 
2993 (exendin-4) , B IM-51077, A i b (8.35) hGLP-1 (7,37) NH,] , 7 5 V 
^7rf^l> («, y^AU^f-K) , 7*X7*fD->V7*777 *--tf|S##J (fll 
, /*i-y>m) , /9 3 7^ r («U CL-3 1 6 2 4 3, SR-58611 -A, U 
L-TG-3 0 7, SB-2 2 6 5 5 2, AJ- 9 6 7 7, BMS-1 9 6 0 8 5, AZ 

40140) , mm&mwM m> ^U3-y>*x*y^— e»«w. ^=7-x-6 

-*^7r^-€ii*J, ^*a , ^J*fit*0> V7h7^f^Sft7tfi7h) , SG 
LT (sodiLm-glucose cot rans porter) mmM (W. T - 1 0 9 5) m*mtfhtlZo 
[0 0 3 0] 
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«**ft*#*»*2M*LTI;U 7*F-*«7c8f &#3J (09, hm^K x 
K -If^U^^^ K V**^**? K \"?*V*9v K 7-f ^W** 
9 K SNK- 8 6 0, CT- 112), #MHH?« «t tf^Oifillll («, NGF, 
NT-3> BDNF, WO 0 1/1 4 3 7 2 fctBRoxa- n b a 7-f >g£ • frWMM 
n (0flx.«*4- (4-^OD"7^-JV) -2 - (2-*7^- 1 ->f 5 yVV JW -5- 

[3- (2-^<f-;i'7*y^'» 7"ne;p] *^-i7-y*-^'5:ir) ) , Wi|g??£46itIS (00 
,Y-128), PKCIfi^J (00, LY- 3 3 3 5 3 1 ) , AGEM (00, ALT 
9 4 6, e?f^tfV, N-7xt^f7/'J^A 7D7^ K (AL 

T7 6 6) , EXO- 2 2 6) , temmmSm (00, f-** YWl) , JBMttlKN W 

j*7>9<?->^ -fyrt^tf-y , *s>/*7sir i f->s n/**?^, Th^UJ'f^, 
rtx9*y^ 4 9^7>9 + >itz&*:itit><0i&. (00, 7-M>«>A&) ) , ^i'TH'M 
SXRBM («, WO 9 7/1 0 2 2 4 Kfiftaft-frllK 03;ttfN- [ [(3R,5S)-l-(3- 
7-fc h #->-2,2-y^ f a k»-7-? n 0-5-(2,3-y > b *2/7i-JV)-2-** V-l, 
2.3,5-7^ b9t Ka-4,l-^>^^-9-ge>-3-^;W] 7*7^] 'J -7>-4-gj:Kfc 
f) , 7^7*9- h^-fb^ (08, ^f7^7?-h, ^D7^7- K */A7-f7? 
-F, * 977^ 7*9- h) , ACATK#SI TW^T* (Avasimibe) , X7 
i^7/f/ (Eflucimibe) ) , (00, , T'nrn-^ 

, (00, -3*-;KrriccmolX --b>; h n-;Krriceritrol)) , <i ? 

^Vbfij^JV, H^fn-jv (00, yxf ^7-n-;KsoysterolX #>^*Wy 
-/Ky -oryzanol)) 

, 7*97*') )V) , 7>v f *7 i >->>II}g*t3W (00, ^^^-H/^V d-9- 

y) , *^^A»*ia( w, ~7*-7tr^, 7ADi?e>, x*-ytf> 

% -*^-^e^) , ijw-u<f-vy**<®um (00, i^^nv^n, L-27152, al 0 

671, NIP-121) , ?V~Vy*$tf>mfhtl& 0 
tnMffiMb LTji, 0O£*;T*#rt9#tIS»tIj| (00, m7x>7^5^, 7x>7* 
7i>rJV5>, vrh??^ 7^7175*^, fft>7i^^ "7-7 
>K-/K 7xx;1/7 , d/nV-;V7 5 t v^yW v t? X) , Rt#i!S (08 

, **«J**y b) , ^37^h (01, CL-316243, SR-5 8 6 1 1-A 
, UL-TG-307, SB-226552, A J - 9 6 7 7, BMS- 1 9 6 0 8 5, 
AZ 4 0 1 4 0) , ^7*f-KttJt*»««8 (00, P7-f>, CNTF (3§flMtt*8#*H 
^-) ) , 3l/v'^h^->7^ h (09, ')>f NV7h, FPL- 1 5 8 4 9) 

[0 0 3 1 J 

fll^JtLTIi, 01! x.tf* -9" (00, t')f)HJtfV7Af*7a5>, 

t'Jf;H*;i'v'7A^7 , n5>) , ^7-7KMSS^J (09, x^ri^K, '/^/Of 
7-^K, h 'J^DHfTv K, tKo^DDfryK, Ho 7)V* K, AVf 

vtKD^nnfT^K, ^>7^f--7K, XVf-TVK *+9V+T*JY) , 
K*-rn>ftfl (ffj, 7,fcfn77^b>, >'J7AfP» , ^Sltt*ffif^ffi^J (W, 
74r^V7 5 K) , ^ D;i/A'>-f>7W>7? K^f^J (ffll, ^n;i/^>; KV, >7^ 
->K, -f>^A5 K) , 7'/t5 K, ^fvv;veK, x^^vv®, eu^-K, 7^ 9 
— K, 7n-t5 K#W»ffe*t*o 
[0 0 3 2] 

tffijM^Mt LTIi, ^x.(f^^';> (00, ^'Jvth'J9A, ^t'J >*;bv"7A, 
^;u-r/s*'J h >; «7 A Cdalteparin sodiun)) , 7^7 7')^ (00, 7;i/7r , J^*'J 
7 A) , iithn^ifvl!! (0fl, T^*"bP^c>Caragatroban)) , jQl^^^ (00, 
^7 % -*(urok1nase) > •f-y^^---lfCtisokinaseX TiV-r T^-Hf Calteplase)^ tf7" 



JP 2004-123738 A 2004.4.22 



9 — -If (nateplaseX t^f^^-- (? (monteplase), r ^9 — -If (parol teplase)) % itn. 
/MKfcfciWW* (09> ^Rf-^otf^Xticlopidine hydrochloride), ^n^y-M 
cllostazoIX 4 a-fr^y bgtxf-;i/ % ^j-fuT. hj- h U £ A(beraprost soditmX j& 
;w # ^ V 7 - b (sarpogrelate hydrochloride)) £ fc*a*p»f £> Jt 4 0 

[0 0 3 3] 

*36$tiu s^k rt)PP-ivifi#igoftmjijt^^2,2TO±oDPP-ivsi#isi^^j 

- jmmmiktowwtm i* , #k k£ 3 n-r , dpp- ivb*»«»km» ^ §is@c k j: «? 

ow?um*"CDPP-ivs#i!i*stm-f4S#j, i«»iv>ttttffc x *>mm*ti*mi 
i;-?, rDPP-ivia»^jS!i^t>§«tfe^j: o gem-*- assail t lti±. 

y**St] > *^tfAn^, 

yhRS (MStZs n-A7r;wtt8) ) , 7* >J * * <J n^SM 

mm<D&&K&vopp-jmgmzii(.8i-tz>mtt tutu, witw^a-^ 

fl^U *»J K(«, Gelucire50/13 (i8.S£> GATTEFOS S Ettft 
m^pH^gE'fb^lS^LTDPP-IVRB^Ii^fttBI-sS^J LTJi, *l*.i*JKtt1£ 

ft) ) > * ^7^V*«3#U v-LD C*>f F?** M-30D55 <iSiS&> o- 
A7r^vtt$?) } , ^^7?'JJW»3jH';v^S (*-f K9^hS (i$p D ^> n-A 

* v» i Hp&ai $ *i*ft*ijj 4: tr li, «x tfopp- jsm&m t mm 

[0 0 3 4] 

era— fioTi»j:v»u ^otv>Ti)j:^. [ 2m&±<oDPP-Tm&m&#mu 

J£-S3J i: LT l±, 2ttJ^±oDPP-IVEM^lSjW^A? itfcJji-O* T'-t^ ; 
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[0 0 3 5} 

?^^:J:oT^4^ fl)x.tfl~9 0Mfi%, L< tt5~8 0ii%t*J, 
[0 0 3 6] 

*s&iitf>Bmtt. mtm<, wft/s<b^*<, («u 

DPP-IVffl#l!l^m3Wo¥-SSIi: UT^iS^ 2) 2«tt±^DPP-IVia§|g^^J<0 

a »ttj*^-c**DPi^3vawai*ii* 1 mm 

fcLTftO. 0 1- 1 0 Omg/k g#M, ffi t< ttO. 0 5-3 Omg/k gM> 
Hi:*FH<liO. 1-1 Omg/k g#fi-C*>iJ, iOS* 1 B 1 HI- 2 

[0 0 3 7] 

*$>w tt . « & c , r«#m* m% k am wp-iv&te* io* l 90% ( # 4 l < tt 10 

PP-IV?fi**10fcv>L90% mt L<ttlflfcv>L85%) ftT**#*, DPB-IVWHHMr 

tttbtmisaij , r«*i2Bm»eaiii+DPP-iwistt*io*v»L9o% (»* t < ttK»^ 
U85%> «t s * > opp-iviB«i#*ftmfii»syw j , r&**i*ii * h mm k t> 

fcot, Jifft*DPP-Ivrai4£10*V>L90% (#* L < ttlOfcV>L85%) tT?*#4, DP 
P-IVfiMfMrftttftUftSftlJ % rS#flfeWW^fel2>*Mfcte]5:oT, JfiL*+DPP-IV?S 

ii-r, rjm^+Dpp-ivfimj ic^»t-2»jfiL«»±. 3MH#iiuMiit*ft*-r* 0 
« («*.«*, mm. misii&z^imm&Lm) wot, dpmw^isj: oboist**** 

«r*«^*«*4 *ffij^flitm«'pDPP-IVf&f4?rl0^v> L90% (»* t, < ttlQ£v> L85 

%) i&Tz*&&ituiim®mix$>&iB.*), *m<D ^pp-Tmmm^WLmmmmi 

L<lilO£v*L85%, 3 tjUW 1 * L< ttl0fc^L80%, #C&<£ L < ttl54u> L7WttT 

JM«fpDPP-IV?S14tt, M)tattjftO«lftMCC«i-% rw*V K (Ra ymo nd) 
^>0*-j£ (^T^f-f-X (Diabetes) % 4 7^ 1 2 5 3- 1 2 5 SM. 
1 9 9 8#) J Sr^JfflUfe^£tJ:ijifflfe1-*ifc35«-e#* 0 flirfE LfcJ&L&tpOPP-IVjSI* 
teT^tt, S^^M^I«£fflf*It-*tLtf, ±IELfcfit (ID, 15. 75, 80, 85, 90%) 
otv>tiJ:^ 0 H»^DPP-IV?&t^ftT^tt, ifiill^DPP-IW&tSwiai^m: o 

T, ±|2Lr*dIi:M£o"Cv>T<(>«fcv^ «*tt\ Jilft^DPP-IVJSr^fllljg^Off-C, g 
t^®«> ElSf$M> ^AvMljfiillOif&^Sfe^ir^ISXiR^IBmo^i: 
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[0 0 3 8] 
[0 0 3 9] 

*»«OOPP-»««il**fcttJ«lllttl!ll*, I^I^4<, «T9Llft« ( 

DPP-IV|I#|j|*iIiriia*i:LTftO. 01-100mg/kg#i, JffiKliO. 0 
5-30rag/kgft^ Sfetlff*L<ttO. l-10mg/kgMfifc*l, ici 
tlH lH~2H«4h+S£fcjWB*Lv». *«WoDPP-IVE«l-MrlfcW«W* 

*»W©opp-iviB«i#«lkffittiiiyiiiii, iircLfcjcftHafitifcttlttflle***: 

[0 0 4 0] 

4 fc , *^i8B** , ft-fr* A it 3-CT 5 y * f - *>-2-f y y f- * V -4-7 x ~ JU- 

1,2-? Ko^f y >-6-*n/#**5 K*, 

4t#»B <i2-{[3-(T 5/^ ^Jl/)-2-f y y^;u^- 7 x. - * y-l,2-y t K n-6- 

ft^»C fiL-threo~f yn-f'/* f-TWJy (P32/98) ^ilfHtlM-i. 
[0 0 4 1 ] 

fl:*»B (150mg) , ftft (U84mg) % (360mg) „ HPC-L 

H#W& (*) S) (eomg) , *>Mf*5'*f'/HrJl'n-.x*/i^9A (M« : EC G 
5 0 5, i«8 (80 $8) (60hg) , 8***0-* (ftA« : 7 MMbAX* 
(*) S) (172mg) »iO l ^7ni^**/'>A (14rng) Srflft-eil^Lfco 

[0 0 4 2] 
ft^fcAOftSt 

^«*liWl-6, 8-10, 1 6**0*1 7-CJBV'fcfl:<fr*Att* K LT 

ft#S&A • ifi®& (2.04 g, 5 mnol) (20 mL) gifcfc l&fe *«Mfc* h V *A ( 
10 mL) fcj&bDU S^iifcMmTl O^HI^L^, ft® 

SffiLfco #fe*ufe«Sa*»»^f-^felflS*LT, <frfr*AG>.87 g, 82.990 oft A 

@*f^:25(°) mm : d«& (*y^* fn-A) 

5.9 8 14.8 



OS) 
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7.8 8 11.2 
8.44 10.5 

17.1 5.19 
[0 0 4 3] 
#^0S3 

«8«*lM(7*J:O r l 8-2 2ctf> J: ? K LTgjf Ufc. 

1 ) 3-(7 3 / * f-;i/)-2-W V ^f*-H*y-4-7xiM,2->'k KD>f y u 
6-# JV>K- h >) JK0.80 g, 2.4 mmolX 1&£ fr-Mit* h V *> J*Jk®Wi CO.48 mL, 0.48 
rnnoDgj:?*. (1.42 mL) 4>&frttt^ SMf-Zl'.**'*** K (2.0 ml) fcjfllx., 

ffitfc»**ftWu*aBio -cttiMk 5orTMmig«iLT, *mn*a - my** 

**/Hfc*5/K»» (0.88 g, 93%) fc LTlifco 

2) 4b-&4&A • V2i?;< Kffife (10.0 g, 26 nrnol) t M 9 J - fl> (40 raL) 
OM&%>*eOW!LWLX®mZ®Kc i<O^«[k:60'C-eim5e (27 mL) *«iDt 

T, *»M>|)H*1.5fc«Lfc*k fiftejSK0.5 g) fcfcflnU 60r^l0fr|I8«#Lfco » 
tt***lRU >*y-fl<-* (2 : 1, 10 mL) -CffifrLfco 4*fcft***b*, eOC 
-tfM*La:)&«^ 5% T>*-T7k (15 mL) £*5Sft|LT, »«<&pH *7.3fcH£Lfc. K 
JS&fc* (1.3 mL) WLfc^ 1*W*»*T*»*T»*PU * 6 fc**+TUWI* 
#Lfco *ffBLfc!!At4ftU #*PLfc^*y~;v-;dt 0. : 1, 15 mL) T«»Lfe1fc 
, 50CT*HBEf£J»L^. *6*tfcl8iB (10 g) fctfRi** (100 mL) ^fl^lf^ 75 

M&WLtzo *t***ttU »WPLfc*«x** (20 mL) "CttiMk 50tTJ*ff^t 
T\ <b^*A(7.5g. 8550 *iM^tLt#^o 

M ft : 2 e (* ) !HI:dt (*>^fd-a) 

8.9 8 9.8 4 
10.0 8.8 2 

16.0 5.55 

17.1 5.19 
2 2.9 3.8 8 
2 4.8 3.5 9 
2 5.8 3.4 6 

[0 0 4 4] 
##WI4 

f&fcOflffiW 13-15 Tffl V'fcfcfrftB fck* «t ? K LTSitLfco 

2-{ [3-(T ;lO-2--f v ^ ^-4-7 x - * V -1,2-V K U -6-f 

'J^Ht^}7-th75 K (1.0 g, 2.6 imtol) J -M10 ni)fcilMfciWlf3"* 
% tKOO mL)5rtflx.^ 0 tt#ttBoailhll*£illlU ££f-c;!fcgLfco #HJL 

fcj»Jl**JRU 7fcTft#tT> <b-&«?B(0.31 g, 31.05© *>*§,IS£#fco 

5c*fr*HI Q^.N.q, H,ofcLT 
3tttt: C, 66.48; H, 6.85; N, 10.57. 
C, 66.51; H, 7.05; N, 10.50. 



B*fA:2fl( B ) SMHi : dflt hn-A) 
7.50 11.78 
11.2 7.89 
13.7 6.4 6 

14.7 6.04 



JP 2004-123738 A 2004.4.22 



18.5 
19.8 

2 0.4 
2 7.4 



4.8 0 
4.4 7 
4.3 5 
3.2 5 



[0 0 4 5] 

ft** A (lOOttig) , HPC-L B*Wi§ (#) ft) (lBOrag) iJ^^HPC- 

M U*m& (80 ft) (720ng) *JL#-Cfi*L*:. # &*l4fi#»« ? *>200 

"B*«lJE#>^*^U^« (3f5f*|&ft) fcJB^TflT&U Ig8miwt)W*#^o 

^lidfni 2 

ft** A (lOOng) , HPC-L B#Wii (*) It) <450mg) 

M (jgA£, B#WSI (#) ft) (45Qng) SrSL#^S#tfc 0 # e>*i*il**0 •) *>200 

mgfcffljEEtf^sfcT'k*® (SflfMft) *JB^T*T«L, Kft«taw>«a«|*#fc 0 

&i&fl!3 

tt**A (IDOmg) N HPC-L (fffig. B*W& (*) ft) (720mg) ^iCKHPC- 
M (0A«. B#WjI <*) ft) (18QIQ) Lfco # ft* 200 

[0 0 4 6] 

&**i4 

<£**A (lOQng) , Polyox WSR303 (jS?o£> Kttft) 

(72Qng) jjiWJifWJa-HOOO (18Qng) Lfc» #fc*t* 

«**0 5*20<^*iftffi#y75*;7l'XR (SWBGft) *«v>T*T«U S#8mn^^ 

**fcfl!5 

ft#iA (lOOng) .Polyox WSR303 (RA£. v*-rc-f pftft) 

(450mg) fci^'Jxfl/^^ya-^eOOO (45Qng) *5L#-Cft-6»L^ 0 #^*t* 

ft** A (lOOng) .Polyox WSR303 (SA«* Kttft) 
(180mg) *i^'jxfi/^^'j3-;i/6 0 0 0 (72Qng) fcJLflfca-frLfc. #&*t* 
fl#H»«>^*20Qng*«iE#>^:^u^« (afiffMftft) *ffli»T*rftU iSSBnnKT)^ 

[0 0 4 7] 

ft** A (300mg) fc«ttfHPC-M (*A«, B#Wjt <*) ft) (70Qng) 
8 

ft** A (78mg) „ TC-5 S (i8.S£> «frffc*XIH (#) ft) (47mg) , ^>a-X 
90SH4000 (ffA«, #jHft*XJ|l (#) ft) (190ng) * £ tf* ?7 'J 
(2.4mg) *JLHn*«*Lfc. #fc*t*ig**0-5 *243ng*jiffi#> 

£Jfc0f9 

ft** A (79mg) , T C — 5 S m&%. •tt^Ift (#) ft) (119mg) ^fn- 
X90SH4000 (ff A£. €&ft^:C2S& (#) ft) (H&ng) «^f7U>|7 
(2.4rag) £Sl&-Ci!<£l,*:o # *>*l *£**</> ? ^243nig*^ffi^>7 , ^;y V 

[0 0 4 8] 
&JS«1 0 
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lite* A (79mg) , TC-5S (i8.S£> (#) ft) (ISOng) ,>ho- 

X90SH4000 (fffife, (#) ft) (47mg) &lVXf-TV*WLi7 

(2.4mg) £fUMfr&Lfc, #6fc*ttfr«M>3 ^243mgSr?ftJE**> t&fVT* 

£ife?!i i i 

tt#$C (lOOrag) , HPC-L (M£* H*Wii (#) ft) (450ng) UiCHPC- 
M (i8S£, B*WiI (#) ft) (450ng) *$l#Til<&Lfc« # h*lZ>®.&®<0 1 *>200 

ft#»C (lOOmg) , HPC-L GSo D n £. H#Wg (*) ft) (720rag) jsJtfHPC- 
m B*W^ (*) ft) (laong) *A»rfi'frLjfe. » 6 *t* $*2oo 

[0 0 4 9] 

^iS^^l 1 3 

tt-fri&B (75mg) fcJrtfHPC-L (BA«, H*Wii (1*) ft) (925mg) £$L&TiS 

«tt> £g8hm*)igj|fr|i£ 0 
*Jfc0J 1 4 

<frfr»B (37.5mg) , HPC-L (ffA«. B*Wit (1*) ft) (370mg) fcJrtfHPC 
— M H*Wil «*) ft) (92.5mg) Lfco #*>*t*il"£»0 ? * 

2oo»g*»jEE#v«yi/^« (s&FfflftS) *fflv>T#r*u KM)*****!*:. 

^JS'PS 1 5 

^•B (37.5mg) , HPC-L B#Wit (#) ft) ( 231.3ns) £<fctfHP 

C-M (ft A«, H#W1 (#) ft) (231.3ng) Z%&-?M&Ltz 0 

0 

[0 0 5 0] 

$ttm 6 

{frfrttA (12Qng) £&7 0t3*lktfcGe 1 u c i r e 5 0/1 3 (BAg* G a t t 
e f o s s eft) (2280mg) fc*JDU »#Lfco flfctl* 9 ■£4O0mg£Wf? 

MMl 7 

«i9 0ttiaLfc*;vt^Di) (&££ : sK'j 's>?yy9xW3 x yu^yymm 
ft) (228mg) KGelucire50/13 (ftA£% Gattefoss eft) (205 
2mg) **J0U ft 8 OTJfcfiWLfc, # ft A (12Qng) *«i»U tit 

WLfZo #«>*L4fi^tf!)^*40Qngt 1-^*9^ >*^*A/|C3K*L, 2 4 «Rtt 

[0 0 5 11 
^IHf^ 1 8 

1"k#»A (lOOmg) % ffltti'sm (®A£ :?7V7 ? 9 ZlOU 7UJ> bgUSft) ( 
50Qng) , ^x>» (lOOmg) HXVUM (30Qng) *a#^ift^tJk. ft^iS-fr**) 

O 

1 9 

-ffrfrfcA (MOmg) , «ftfcv5/«| (iSA£ : 9^77^X101, 70>f> bg&ft) ( 
50Qng) % *x>» (lOOmg) fcJCFIl* (30Qng) »$L#7$^l^. #fcil*fi-fr»© 
9*20Qng*fflEjK>ya^^tt (gfffffftft) *fflV>T*T&L, itga!imo&SJ£#fc 

**S«2 0 

ft*»A (MOng) , HPC-L (ff£«, B*W:1 (#) ft) (5O0mg) , HPC-H ( 



C22) 
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|gp a p£> B#Wj* (ft) ft) (30Q»«) &Xlf?3-ym. (lOQng) *JL#-rfi#Lfco 
[0 0 5 2] 

<b^»A (300mg) N HPC-M (jSp Q n ^> B*Wj§ (ft) ft) (4COng) *J:tf**>« 
(300mg) *SL#xa#Lfco ^t,*t*^|&O^*,200nig*?fiJE*^y^:yV'^« (SW 
MRS) *fflv»TJT*U E#&mK7>&&|*#fc 0 
$ttfl2 2 

ft^&A (300mg) % ^ hn-X9 OSH-4 0 00 (i8]n a p£> «fcffc£l3! (ft) ft) 
(500ns) ^i^^i^S (200mg) £&&-C;S#Lfco H^ft&ig-^O? ^20Ong£rfi 
Olffittttft) *fl§V>-C*T«U fi#8mm^«3«£#rf:o 

^JI^I 2 3 

<b#&A (300mg) , ^ha-X 9 0S H- 4 0 0 0 ^H-fk^X* (ft) 11) 

(250mg) % HPC-M (jS» a p^ B*¥& OHO ft) (250mg) is «fc tf^i^® (20Ong 
) *$L»X'&&Uc* #^tL4S^O?^200ragSr^E>K^7'^yv^a (S&ftffttft 

[0 0 5 31 

2 4 

ft-£!&B (SOOmg) , ^ hn-X6 5 SH-4 0 0 0 (i§p^, ^jfefcft^Xg* (1*) ft) 
(400ng) % TC5-RW (iSS£, ®mt¥Xm (ft) ft) (SOOmg) , v^b-* ( 
180mg) Si^TT'J A (2Qng) *JL#-C«^t^: 0 

2 5 

ft^feB (900mg) % > hn-X6 5 SH- 4 0 0 (ISAg, ffttffc^IJIi (ft) ft) (6 
OOrng) , TC5-RW 'HM'ft^Xtfc (ft) ft) («**») % (840 

n«) ^ ItfeHZlBMMfe (30mg) is XZfXfT 'J A (30mg) £2L&i?iI^L 

£ifc^2 6 

ft-frfcB (450mg) , HPC-L (M«, B*Wit (ft) ft) (1020mg) , ffeHrU 
(15mg) $s i.Tf7>7~7 x ) yVk^^f £>J"> A (15mg) frJUfr-Ca^Lfco #€>*l&fi# 

[0 0 5 4] 

^ife'Pi 2 7 

(450mg) , Polyox WSR303 (jgp D p£. wt-f K*tft) 

(150mg) % TC5-RW (fffi«» #j&<ffc#X2g (ft) ft) (45Qng) % ( 
420mg) , *fe=r:*fltffc (15mg) ^J:^fTU>Sv^v'^A (15mg) 

^jfe^J 2 8 

ft#»B (450mg) % >bn-X60SH-4 0 0 0 (M«* «*ft£XJ* (ft) ft) 

(15Qng) % TC5-RW (ffA4^ #Hft#X2il (ft) ft) (450mg) , v^h-* ( 
42Qng) , *fe=r*fltffc (15ng) fti^f7'J>8^^A (15mg) fc&lfcXil 
£-Lfc„ #€>*i*««6'W«)d*4O0*g*fi!|JEE#^^yV'^« (OTf*«») £fflv>Ttt 

2 9 

ft^B (450mg) , > b n-X 90SH-4000 (BA«, «lfrffc*Xllt (ft) ft) 
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(225mg) , TC5-RW W&Z, «fc£X* (*) ft) (375mg) , -?>^b-* ( 
420ng) , n&B~mm (15rag) & J: 7 'J A (15mg) 

[0 0 5 5] 

|£jWs15!I 3 0 

'ft*fcB (90Qng) , >ha-X60SH-50 (ffA«* fllUtM* (*) ft) (120 
Org) , (840mg) % *fe=-*ffc& (30ng) U >*T* r *3'* 

A (3Cmg) fc&lfc-Cil^Lfco #fe*i*ffl#*Od*400wg*flllE4f>^t'/^^« (S 
fflffi&ft) *fflv>T*T*U ia«Uw««l*#fc. 
^«^3 1 

flte-WB (45Qng) % > h n-X 90SH-400 ftflfrfl&XIIB (80 ft) (3 

OOmg) % TC5-RW (®&%. €®ft^X^ (ffe) ft) (300mg) , (420 
rag) > %&E.-mit& (15mg) £ 'J ^vy-*^ A (15mg) *a#ri&#L 

ft* nhft&M&tovi^Aoomgzmmxy^-fuz® ami) *«v»t*t*l 

, ffgUimm«H!|*#fc 0 
£jfcW3 2 

ffr&feB (450mg) % ^ho-X65SH-50 filfrfb^IJR (1*) $5) (600 

mg) , (420ng) , ^Hrfftft (15mg) fiilF^f 7'J>«v^^ 

A (15ns) *SL#TiI#Lfco #&ft*E#»<B?$40ang*fajE#>X5£Xl'*8 (S 
Wfit&ft) ^fflv^fL, iiL#llJnno^«:#^o 
[0 0 5 6] 
^JS'PS 3 3 

tt&m (450mg) % > hn-X90SH- 1 0 0 (Bft«* ft»ft#Z* (*) ft) (6 
OOmg) % (420ng) , tfe=r»ftft (15mg) iJUC^Tni^i/ 

*A (ISng) *JL#-<?ttfrLfc. #&ft4»frfc^d5«)ChB*fflE#>7a:/U*« ( 
a&fjftftft) *fl<*T#T*U ««U««>«8B*#fc. 
4 

^**B (450mg) , > ho-X6 5 S H- 1 5 0 0 (M«. flttWfc*!* (#) ft) 

(225mg) , TC5-RW (i8S£> «fcft«» <*) ft) (375mg) , «r>sf.-* ( 
42Qng) , JtfeH=BMfc& (15rag) * J^fT'J VS^y-JA (15mg) 
<£Lfc, #f>*L*S^»^-5^40Qng«rfifi£E*^^^W^« (Sffittftft) *ffiv>T*T 

fltefcB (90Ong) , > ha-X9 0 SH-4 0 0 (|Sft«, «*ffc*XI|8 (*) ft) (4 
50mg) , >bn-X60SH-50 (ftfig. #&ft^X3£ (#) ft) (1200mg) % w 
— h — ^ (39Qng) % ftfeH-SMfcfc (3Qng) * J: tf*r 7 'J A (30mg) 

Lfco #fcft*m^0^4<»ng*fflE#>X^XW*$ (SWiW^ft) 

[0 0 5 7] 

3 6 

tt#&B (41SQng) , > h n-X 9 OSH-30000 ffi8>%. 4Nfrfi:*XJIt (*) ft 
) (SOOCmg) , >bo-XSB-4 (ft) ft) (2000mg) , 

■fc/m-* (200Qng) , (357Qng) „ *fe==»fltffc (4Qng) *J:^f7 

'J>Sv^y-)A (200mg) *fWrettfrLfc 0 ftfeiitfi^a* *500Rg£ttE#:' 
XstXV*® (gflF*S8$ft) *fflv>T*T*U SSlUmW^d^^^o 
XJMVS 7 

tt-frfeB (2095mg) % ^ bn-Xg 0 S H- 1 0 0 0 0 0 (M«* #j&ft^X* (ft) 
ft) (200Ong) , jgfi-b^n^^ (200Qng) % (3785rag) , ffeElSfti 

(20mg) ^i^f7^RvmfA (lOOmg) *a^-cm-^tfco 
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(0 9^500ngS-fftE^>^^VX^ (SffiJRIBfi) *fflv>T*J*U aftUmWttjW* 
3 8 

tt-^B (104.7tng) % y 0 S H-4 0 0 0 (#c) ft 

) (U6.6mg) % (33.3mg) , ~?y-Y-)l> (71.8mg) fei^f7'J> 

(6.6mg) ££tr333mgifico&aj£, 

[0 0 5 8] 
3H£££! 1 

h'^f^T^^Arns K (CTAB) £*H«»#»*ttKi£*:£» (BIT, 
CTAB^e^-^tf?&|E^S) 5 OOmU BlEft 1 0 0 r p m) fcffofc. 

[Si] »-*To tfc, nmmtLT. ft#»A«»*i:ov»t, H«to*fiitti**fro 
fc t £ * , 3Q»ttO«Fffi¥« I 99% tiofc, 

C*l] 



mmm (%) 



USB (h) ami **«3 



0 


0 


0 


0 


1 


7 


10 


19 


2 


11 


17 


32 


4 


20 


31 


56 


6 


30 


43 


79 


8 


40 


57 


93 


10 


49 


69 


99 


12 


57 


76 


99 


14 


65 


84 


98 


16 


72 


90 


98 


IB 


79 


93 


98 



% £ t *W bfrt fco fc 0 
[0 0 5 9] 
^H$$J 2 

* [It 2] fc^l-o Sfc, #JR»fcLT* #*«lo«MKov>TH«|fl>ilffi««tSrfTo 
[§S23 

40 



*■ fhl 


mm* (%) 


0 


0 


1 


8 


2 


24 


4 


53 


6 


85 


8 


95 


10 


99 



[0 0 6 0] so 



(25) 
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mm 3 

*%w<nmm<nim* : 's'<-7?-i7)^~7i-y--ew (dpp- iv) mmm&tv 

ig^mo. 5> U 2> 4, 8*HlK*£ftllt*felMLU #fc*ifc<v<y >JMt+S> 
DPP- lV»tt*£lT«> K LTS!l5g Lfco 

E£ttW*> K (R a ymo n d) f>0^& (^7U-f<f-X (Diabetes 
) , 4 7*. 1 2 5 3 - 1 2 5 81^ 1 9 9 8#) C*CT9 65t¥E^l^- h4rfflV»T 
3 0T>T**Lfc. *7 0/«L, lMb'^-aWMfil (pH7. 5) 1 0 ft L »c, 1 
mM^'J^A" <; ;u- p - - >n7-'J KCG 1 y-P r o-p-NA : /-W-JrAti: 

UilMJ: U»ft-r«ftLfc* 2 0/r 1 *±ra4HF*fciD;l, 3 Otf 
S*BUS*BttLfco 0 J: *nyv— M)-*"- (ig D a n 

£ : A>f*D7f-f?^, 5^^fAXttSJ) £JBV>Ti£g4 0 5 n 

mtijiL, -eoJfin (aod s ) w*e, *»a*iirK*j8iu, mt^jh 

**:J||jtfeBU6*M*!»ta**JRoJiai (AODc) % A**#i*v>&6*Ki3tt*« 

36KoJti«i (AODb) ***>s wwa^irti oo%fc-r*DPP-ivo«#**«M9s* 

. tM(5t: [ (AOD s -AODb) / (AOD c -AODb) ] X 1 0 0 
fciUtWUS. [S3] few*. DPP-IVSte^li. ¥$tt±tt*«£ 

(n = 3 ) *r^"to 

[S3] 



DPP-IV?Srtt (96) 



0 100± 0 100± 0 
0.5 85± 2 37±23 

1 70±18 22± 3 

2 60±14 28± 5 
4 59±13 45± 7 
8 72± 4 63± 8 



P- IVfiffflHS* 284 V> L78961&T $ ifc*«W6*fc*o fco 

[0 0 6 1 1 
£8«4 

jsjo^ i"c#«,tifc#«E«uov^T, mm&m (^v^m, b** 

^^Ji*e«ft*-* (J21T* Hja-*fc*1Bi-*) 5 0 0ml, OOrpm) 

5] K^f. 
«4] 



(96) 

* H ( h) **«7 £feg8 2l 

0 0 0 

1 35 40 

2 52 58 
4 81 83 



(26) 
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6 


105 


103 


[«5] 




mm (%) 






$i«2 1 


0 


0 


0 


1 


3 


24 


2 


6 


34 


4 


13 


51 


6 


20 


67 


8 


26 


78 


10 


32 


88 


14 


44 


95 


18 


55 


95 



[£4] [£5] frhs <7)»»wJ:i3, *&9JotMftttft*| 

[0 0 6 2] 

tutsans («, «jR*^Kr*fc»ite*jW) attf-e**.. 



I 



JP 2004-123738 A 2004.4.22 



(51)Int.Cl/ 



A 6 1 P 43/00 
C 0 7 D 217/24 
C 0 7 D 217/26 
C 0 7 D 277/04 



A 6 1 P 43/00 1 1 1 



C07D 217/24 
C0 7D 217/26 
C07D 277/04 



^m^m^tbtmirmi - \ 0-509 

^KJfrSlfifrftiB 4 TS 16-61 
(72)|g?g# tm WW 

*m*ism}mm2TE - 6- 28-1513 

F£-A(##) 4C033 AB06 AB20 



4C034 AM06 AhtLO 

4C076 AA37 8801 CQ1 EE32M FF31 FF67 

4C084 AA17 M35 W\52 NA06 NA07 UX12 ZC202 ZC352 

4C086 AA01 AA02 BC30 M0O2 M*05 MA35 mS2 NA06 NA07 NA12 

ZC20 2C35 



